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RAPPORT D'EXAMEN 
PRELIMINAIRE INTERNATIONAL 



Demande intemationale n° PCTFR 03A)1813 



I. Base du rapport 

^ ■ S^cJi"! /^ffi^i".^ les elimente de la demande internatlonaJe (les feuiHes de remplacement qui ont 6t6 

to n;^tf n/^S^J^'''^"''!^!^^'^® ^ ""^ /nu//af/b/7 faite conformement i, I'article 14 sontconSdlrlts dan^ 



Description, Pages 
1-13 

Revendications, No. 
1-15 



telles qu'inittalement depos^es 



telles qu'initialement d^posees 



Ces ^Idmerrts itaient k la disposition de I'admlnistration ou lui ont 6t6 remis dans la langue suivante: .qui est: 

□ la langue d'une traduction remise aux fins de la recherche intemationale (selon la r^gle 23.1 (b)). 

□ la langue de publication de la demande Intemationale (selon la r6gie 48.3(b)). 

□ langue de la traduction remise aux fins de I'examen prelimlnaire intemationale (selon la rdgle 55.2 ou 

^' in?«m«Sn^r*;f '"^ '®l tl''"^"!?^® nucleotides ou d'acide amin6sdivulgu6es dans la demande 

siqC^^s ; ^'^ Pr^iiminaire intemationale a 6t6 effertu6 sSr Ta bIseTu Hst^^ des 

□ contenu dans la demande intemationale, sous forme 6crite. 

□ d6pos6 avec la demande intemationale. sous fomrie d6chlffrable par ordlnateur. 

□ remis ult^rieurement k I'administration, sous fomie 6crite. 

□ remis ult6rieurement a I'administration. sous forme d^chiffrable par ordlnateur 

4. Les modifications ont entram6 Tannulation : 

□ de la description, pages : 
des revendicatlons, nos : 
des dessins, feuilles : 



□ 
□ 

□ 



ffS^S'LlS''^;""'^' "•""l"^ dec^n^Mt^ Mquie au pom, 1 
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RAPPORT D'EXAMEN 

PRELIMINAIR E INTERNATIONAL Demande irttemationale n- PCT/FR 03/01813 



6. Observations compl^mentaires, le cas ^ch^ant : 

^' 5S t'^rS.*'?" '.'artfcle 35(2) quant h la nouveaiit#, i'activite inventive et la possibility 

d application industrielle; citations et explications k I'appui d4 eette declaration P**^®*"'*^ 

1. O^laration 

Nouveaut6 Oui: Revendications 1-15 

. .. . I^on: Revendications 

Activrt6 inventive Oui: Revendications 

D^„-.juii-.^ w. ■• X. . ^ . . Revendications 1-15 

Possibility d application industnelle Oui: Revendications 1-15 

Non: Revendications 

2. Citations et explications 
voir feuille sypar^e 
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RAPPORT D'EXAMEN Demande intemationale n» PCT/FR 03/0 1813 

PRELIMINAIRE INTERNATIONAL - FEUILI F SEPAREE 



SECTION V 



11 est fait r^f^rence aux documents suivants: 



D1: US-A-4 544 657 
D2: WO-A-01/29026 
D3: FR-A-2 736 053 
D4: WO-A-01/55150 

D5: JOURNAL OF MEDICINAL CHEMISTRY. AMERICAN CHEMICAL 
SOCIETY., vol. 41, no. 5, 1998, pages 674-681 

Nouv6aut6 

Les composes presents se dlff^rencient des composes divulgues par D1 et D4 au 
molns en ayant le diazohetirocycle et l'(lso)qulnol6lne Ii6s par un groupe ethylene ou 
propylene au lieu de m6thyl6ne ou une liaison directe, des composes divulgu6s par D2 
et D3 en ayant au moins le groupe t^trahydro-pyridine remplac6 par un 
dia2oh6t6rocycle. D5 ne divulgue pas de composes ayant de groupe (lso)qulnol6lne. 

Activity inventivft 

Sous le point de vue du probldme adress§ (de mettre ^ la disposition des 
analg6siques) et de la stmcture des composes revendiqu6s D2 represente I'etat de la 
technique le plus proche. Les composes presents ne se differencient des analg6siques 
connus de D2 que par le remplacement du groupe t6trahydro-pyridine par un 
diazoii^t^rocycle comme d^fini sous le symbole W. La qualification de telles restes en 
analgesiques est connue de D4 et de D5. On pouvait done attendre que ladite pr6sente 
modification resulterait en des composes ayant des propriet^s similaires que celles des 
composes divulgues par D2 

L'objet de la pr§sente demande n'impllque done pas une activity inventive et ne satisfait 
ainsi pas aux exigences de I'article 33(3) PCT. 

Une activite inventive poun-ait cependant §tre reconnue sil 6tait montr6 par des essais 
comparatifs que les composes presents ont une propri§t6 surprenante (c'est-a-dlre 
resolvent d'une maniere surprenante un probleme pos6 pas encore r6solu) vIs-a-vis les 
composes connus de D2. 
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Applicant's or agent's file reference 



International ^plication No. 

PCT/FR20 03/001813 

FntemationalPatent Classification (IPC) or national classification and IPC 
C07D 217/02 



See Notification of Transmittal of J[ntemationd 
FOR FURTHER ACTION preliminary Examination Report (Form PCT/IPEA/416) 



Intemational filing date {dey/monlh/yei 
16 juin 2003 (16.06.2003) 



ior) I Priority date {ftay/month/year) 

18 juin 2002 (18.06.2002) 



Applicant 



SANOFI-AVENTIS 



and is transmitted to the applicant according to Article 36. 

«.t»«oi/^f 4 sheets, including this cover sheet. 

This REPORT consists of a total ot a 

' Av. AMMPYP^ie sheets ofthe description, claims and/or drawings which have been 

mi6 and Section 607 of the Administrative Instructions under the PCX). 



These annexes consist of a total of . 



sheets. 



3. This report contains indications relating to the foUov^dng items: 

J 1^ Basis of the report 

II n 

^ □ Non-establishmentofopinionwithregardtonovelty.inventivestepandindustrialaw^^^^^ 

^ I I Lackofunity of invention 

M ReasonedstatementunderArticle35(2)wi*^^ 
V ^ dtotions and ocplanationssupportmg such statement 

Q Certain documents cited 
VII O Certain defects in the intemational application 
^ Q Certain observations on the intemational application 



Date of submission of the demand 

13 Janvier 2004 (13.01.2004) 



Name and mailing address of the IPEA/EP 

Facsimile No. 
FormPCT/IPEA/409 (cover sheet) (July 1998) 



Date of completion of diis report 

20 July 2004 (20.07.2004) 



Authorized o&ca 



INTERNATIONAL PRELIMINAB?lXAM INATION REPORT 

I. Basis of the rep ort 

1 1. With regard to the elements of the international application:* 
|~| the international application as originally filed 
13 the description: 



I Internationa 

PCT/ 



aticmNo. 

i003/001813 



M3 



, as originally filed 

, filed with tiie demand 



pages 
pages 



, filed with the letter of 



the claims: 



1-15 



, as originally filed 



, as amended (togetiier witii any statement under Article 19 

, filed with tiie demand 



pages 
pages 



^, filed with tiie letter of 



□ 



the drawings: 

pages 

pages ^ 

pages 



, as originally filed 
, filed with the demand 



filed with the letter of 



I I the sequence listing part of the description: 

pages ^ . 

pages . 

pages 



, as originally filed 



_ , filed with the demand 



.filed witii the letter of 



□ the language of atranslation furnished for the purposes of international search (under Rule 23.1(b)). 

n the language ofpublicationofthe international application (under Rule 48.3(b)). . . , ^ p..,.55 5.md/ 

□ Z lan^i of the translation fUmished for the purposes of intematio«a preliminary exannn^on (under Rule 55.2 and/ 
or 55.3). I 

□ contained in the international application in vmtten form. 

□ filed together with the international application in computer readable fonn. 

□ fiimished subsequently to this Authority in written form. 

been furnished. 

I 4. □ The amendments have resulted in the cancellation of: 

I the description, pages . 

I the claims, Nos . — 

I the drawings, sheets/fig 



I— ' beyond the disclosure •s filed. »s indlcued in the Snpplementtl Bo« (Eiile TO^CJ). 
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I citations and explanatioiis supporting such statement _ 



Statement 
Novelty 0^ 

Inventive step QS) 
Industrial appUcabiUly QA) 



Claims 
Claims 



1-15 



1-15 



1-15 




Citations and explanations 
Reference is made to the following documents: 

Dl: US-A-4 544 657; 
D2: WO-A-01/29026; 
D3: FR-A-2 736 053; 
D4: WO-A-01/55150; 

D5: JOURNAL OF MEDICINAL CHEMISTRY, AMERCIAN 

CHEMICAL SOCIETY, vol. 41, no. 5, 1998, pages 
674-681. 



Novelty 

The present compounds differ from the compounds disclosed 
in Dl and D4 at least in that the diazoheterocycle and the 
(iso)quinoline are bonded by an ethylene or propylene 
group instead of methylene or a direct bond, and from the 
compounds disclosed in 02 and D3 in that at least the 
tetrahydro-pyridine group is replaced with a 
diazoheterocycle. D5 does not disclose any compounds with 
an (iso)quinoline group. 
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^ " INTERNATIONAL PRELIMIN. 



Ai^iiii^AMIN. 



ATION REPORT 



International mu|iration No. 
PCT/FR WP0I8I3 



Inventive step 

in view of the problem addressed (that of providing 
analgesics) and the structure of the claimed compounds, D2 
is the closest prior art. The present compounds differ 
from the analgesics known from D2 only in that the 
tetrahydro-pyridine group is replaced with a 
diazoheterocycle, as denoted by the symbol W. Describing 
such groups as analgesics is known from D4 and D5. As a 
result, the present modification could be expected to lead 
to compounds that have similar properties to the compounds 
disclosed in D2. 

It follows that the subject matter of the present 
application does not involve an inventive step and does 
not, therefore, fulfil the requirement of PCT Article 
33(3) . 

However, it would be possible to recognise an inventive 
step if it were demonstrated, by means of comparative 
tests, that the present compounds have a surprising effect 
(i e that they solve a heretofore-unsolved stated problem 
in a surprising manner) in comparison with the compounds 
known from D2 . 
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